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ft. WW, ftftft. ft&ff. OHM. ft « 
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ft. ftftft. ftfeft. ftfltft. ftftft. R<tffl, 
B. ftftft. ftiUfcft. ttftftft. jM*. ftftftft 
B. CRBtfl. BRR. B»W*ir*»B»f/e»#i*. 
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<li«ft. D-ysX. *y-A****ft»4«5fc*> 
05«ftO»*fc*. 

[0049] *i wamMR*. bmb 

-HI**- tAJBf. BA^rftWBTAiwt*^! 
[0050) 

f=-*tt. I BJW MMxB*0XI R-810J 
H-NMRW bAU Varian Uiity 400 MB Amre 
twCJtOBJeUfc. 
[0051] (ftftftl) 

4- T3- «yi;^^»touTg y> tpk 

2,4-y7DD-3--hD#yijV0. 1 9g (0. 
7 6 8-dI) »t/N- COfA-**^**-*^) - 
1.3-ro/^i^TSVO.l 6* (0.768— ol ) 
90 6hUxf>«-TSV5al4>. 7 orfcWRUT 1BBM 

fWVCWfL. *&. BB (MgSOi > B. *B* 
BffTB*Ut. BBtS^y^y^9A^crT>^9 
7 -fcftL. ii -^^■yv-flMBx-f-A' ( 2 : 1 »/ 
v) MSmmzl*), 4- [3- l<y$>A*IH>'&A> 
«=A-7Sy) T^eiPTSy] -2-700-3-X 
KD*/yy0.27g (0.65 laol) fcBfe»3lEt 
LTBfc. £Ofc<0O4MtW-r-^UJaT<0B0'r* 

0 [0052] 'H-NMR (CDC It) *(«•): 1. 
79 (2H.m) . 3.35 (4H.m) , 5.02 (1 
H.br), 5.18 (2H.s) . 7.15 (lH.b 
r) . 7.37 (5H.m) , 7.57 (lH.t.J=8. 
01b) . 7.73 (lH.t.J = 7.8ftt) . 7.90 
( lH.d. J-8.4HZ) . 8.21 (lH.d.J-8. 
Ofc) 

[0053] (mm 2) 

» 4 - [ 3 - ( ^>yW ist/JW^A-T 5 ^ ) 7DK 
*7S/] -2-^DD-3-XhD^yy>'0.27 
S (0.651— ol) S-X^y— 4^1 OilCBH L. B 
Mil al&tfft&O. 22s (0. 390-91) tBiB 

ar2 mmm uz. kbs^bbbihcb^ h y 

*«B(=*>»t. Bttx^TBUBU. B4McTBj». B 
B ( N at SO* ) ft. BttfrttETBftLfc. W**~> 

A-> ^ -/-A- ( 3 0 0 : 1 v/v) »> . 3 

-7S/-4- [3- «V5^A-^-*^A.#XA-TS 

y) 7-oir/i'T5y] -2-^Dov;yo.i 2« 



(8) 



13 

(0.31 2—1 ) *«*fe»*fc UT»Jt. 

[0054]>H-NMR(CDC1») * : l. 

76 (2H.m) . 3.30 (2H.m) . 3.42 (2 
H.q,J=6.3Hz) . 4.21 (2H,bs), 4.44 

(lH.br) . 4.9 2 (lH.br) . 5.16 (2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 (2H.m) 

10055] (JtftH3) 

1 - f 3- i*£}&&jtk&M&2&Z£ " ZBS 
3-T5y-4- [3- (^V^^^^jK^T 

sy) rne^-rsy] -2-^oD#yi;yo. 1 2 

g (0.31 2wl) Ch'Jxf-sMvt'hstol'.rf— F*0. 
5 2«l (3.12»l) tJDi. 100*C<Ci«SLT3. 
5i«SM#U:. KBSHrWmMLT. 1- [3- 

(o^si-^^^/pjk^t s y ) rnian - 4 - 

?DO-iHMS^/[4.5-c] VJV0.12 
« (0.304—1) *8Wfe«|cfc LTfW:. ; 

[0056] 'H-NMR (CDC l») » (ptm) . 2 . 

24 (2H.ii) . 3.36 ( 2H. q. J =6. 4Hr) . 

4.67 (2H.t.J = 7.0Hz) . 4.95 (lH.b 

r) . 5.14 (2H.s) . 7. 3 1 -7. 3 9 ( 5 H. 
m) . 7.6 2 (lH.t.J = 7.8Hz) , 7.71 (1 
H.t.J = 7.8Bz) . 8.09 (1 H.s) . 8.1 3 

(lH.d.J»8.4te) . 8.21 (lH.d.J = 8. 
4 Hz) 

(0057] (HttM4> 3, 

1- [3 - ( ^>isn,** isfi/irt-n-r s v ) rot* 

AO -4-^DO-lH— fsry[4.5-c]^y 
»J^0.12g (0.304—1) Cftfb*«-|« [3 

3%] 3«ifr«Di. sari.5««aaiffL.Jt. sjkr 
**ffra»u «««=iN-*iwk^Ky>-Mc«« 

(NaiSO.) t*Stt*«ET**U «WJrl»J*y 

*y-/W- 3 2XBI6 (12:6: lv/v) SaJMiWC 
J:9. l-(3-7J/7oe*)-4-?00-lH 
— 1 f 5*V[4.5-c] *S<J> timt&eomg (0 
18 7—1) *»*fcffi*fcLT|ifc. i<0iw>«* 

[00 58] 'H-NMR (CD.OD) * : 1 

94 (3H.s) . 2.39 (2H,m) . 3.12 (2 
H.t.J = 7.8Hz) . 4.82 ( 2H. t. J =7. 2H 
*> • 7.70 (2H.m) . 7.97 ( 1 H. d. J =8. 
08z) . 8.27 (lH.d.J-S.OUz) . 8.41 50 



1 4 
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(1H.8) 

[0059] (ldtM5) 

-c]#y;>-4-r$>^-tf 

1- (3-TSXrotfA') -4-70D-] H-4 s 
rVf4.5-c]#yi;>.|Wa8 6 o w (o.i87 

?WrF«»Ty*-T5«l^lBi. ISOrtCJBRLt 
lWBfLfc. S6K**ET*iU S»*4*<9* 

(3-7Sy7DOH -1H— f2^Vt4.5- 
c] *S0>-4-Ti>l lag (0.0455—1) 
£*JMSIMtt&& (mp : 24 3~24 5"C (4MPP) ) 

**. 

[0060] IR (KBr)cr' : 3320. 317 
0. 1650 

'H-NMR (DMSO-dt) * (pp.) : 1.93 (2 
D H.m) . 2.57 (2H.t.J = 6.6Hz) . 4.64 
(2H.t,J = 7.0Hz) . 6.55 (2H.s) . 7.2 
6 (lH.t.J = 7.2te) . 7.44 (lH.t.J- 
7.41b) . 7.62 (lH.d.J=8.0lfc) . 8.12 
(lH.d.J=8.0Mz) . 8.1 9 (lH.s) 
[0061] (gtttR6) 

4 - f 3- ( fart- T K * ^ ^^jVT a y) rrr>M 
^7*5^1 -2-^op-^-- Kq»y.) yjnftffi 
2,4-^Dn-3-z|«D#yijyo.5 9g (2. 
4 1—1) fttXN- (tert-rr*^***;^) - 
» 1.3-7D«>'i>7S>o.42g (2.4 1—1) * 
K!)Xf*TS>10Ht. 70T:(CWSLT1. 5* 

«t*fO^Wg«U «Ht(Na,SO«)&K 

4-[3- (tert-7>*S';»*#=A>-rS 
y)rD&P7S/] -2-^nD-3-r.Ko^yij 
^0.61« (1.60—1) ^filiA(mp:159 
-1 6 l"C) t LXfttz. ceihexo&K&OW-ftt 

[0062] IR (KBr)cr' : 3 3 1 0 , 168 
0. 1580 

'H-NMR (CDC 1 ») * (pp.) : 1.5 0 (9H. 

s) . 1.77 (2H.m) . 3.27 (2H.q.J=6. 
lib) . 3.3 6 (2H.q.J = 6.0Mz) .4.82 
(lH.br) . 7.3 7 (lH.br) . 7. 55 (1 
H.t.J = 7.8Hz) , 7.72 ( 1 H. t. J -=7. 7H 
2) . 7.89 (lH.d.J=8.2lte) . 8.27 (1 
H.d.J = 8.4te) 
[0063] (HHH7) 

3-T5>>-4 - T3 - (w.-^I .^^^h.t 



(9) 



1 5 

4- [3- (tert-rh^i^/l^X^TSy) TDtT 
/t'TSy] -2-^DD-3--hD^/»J>'0.27 
* (0.70«ol) frx*y-*7aIWffl*U WW 
r [II J ■ 2*10*0.5 5* (2.4 5-oJ) friDi 1 
ttSJttRJCfc* 2 N -T>-*xr* 
KAIf. ^nn^;^T2©»2BL. ft» (*«*) . 
^(NaiSOi)tt. *ET*«*S£L*:. »** 

^V-I«x^ ( 1 : lv/v) mmWiHzJ: 9.3- 
T5y-4- [3- (tert-rh^i/^;P#X^T$ 

y) xutr^rsy] -2-^Do#yy^o. i5g 
(o.4 28«»!) frames**: lt»*. £*>t><o 

O^5^-*li&T<0a9T**. 

[0064 ] 'H-NMR (CDC 1») * (pp.) : 1. 
49(9H.s>. 1.73 (2H.m). 3.29(2 
H. t. J«6.2fe) . 3.35 (2H.q. J = 6.0H 
z) . 4.28(2H,bs). 4.60 ( lH.br) . 
4.7 5 (IH.br) . 7.44 (2H.ro) .7.87 

(lH,d, J=7.6Hz) . 7.94 (lH.d.J = 7. 
6ttz) 

[oo65] (xmms) 

oe/yi -4-^op-iH^$^/r4.5-ci 

[3- (tert-rK^^tf-A-T 

$y) me^r^y] -2-^oo^yy vo. l 5 

S (0.4 28-oi) «Chyx^/l/5f/Ph*/P>-h0. 
3 6.1 ( 2. 1 4 no) ) franiT . 1 0 0TrC2*B£ 

^trsoxrcittflWL^ aca^fr^ffFWi 

U ? oo^A - > ^ y — A* (15 0: 1 — 1 0 0 : 

iy/v)miUM4Hzx')^ i - [3- (tot-rnt*' 

[4.5-c] ^/l/y0.14g (0.388«o 
1) frSfe»* (mp : 1 5 5—1 5 6«C) LT# 

[00661 IR (KBr)tri :338 b. 168 
0. 1520 

1 H-NMR (CDC Is) 6 (pp.) : 1.47 (9H, 
s) . 2.2 2 (2H.m) .3.30 (2H.q. J = 6. 
4Hz) . 4.68 (2H.t. J=7.2Hz) . 4.7 (1 
H.br) . 7.6 6 ( 1H, t, J = 7. 6 Hz) .7.72 
(lH.t.J=7.6Hz) . 8.09 (1 H.s) . 8.1 
6 (lH,d.J = 8.4lte) . 8.2 1 (lH.d.J = 
8.4Hz) 

100671 <«t«9) 

1- (3-7$yrn^f -4-^dd-1 H~>f ^ 
^/r4.5-c1*y.j>*>^fr 
1 - [3- <terl-7 h* )UT*S) TDf 
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AO -4-*00- 1 H-- f [4. 5-c ] *y 
U^5 0« (0. 1 3 9-oD fr«fcX*1^3aJ4a» 
ML. b>j7/U*rmt0.1 lml (1.39m>1) frft 

tmxvi BtmLt:. susmtKETwrnu mmz 
1 N-*»fc+h y 1 

^DD^T50*ffiL, <Ht (Nat SO*) cms 
TMBLtf:. Hfitfr yif^i-fA' 

***tf)ThU^ A U~hLT«{aillfrraU 1- 
(3-T$/7'DW -4«^DD-lH-fSr/ 
10 [4.5-c]+yyyi4« (0.0 5 36«ol) frfi 

[0068] IR (KBr)cr 1 : 3400. 159 
0. 1510 

'H-NMR (CDC 1* + CDjOD) (pp.) : 2. 
06 (2H.m) . 2.72 (2H. t. J=6.8Hz) . 
2.98 (2H.br) . 4.64 (2H.t. J«7.0H 
z) . 7.5 7 (lH.t. J = 7.6to) . 7.6 1 (1 
H,t,J«7.6fe) , 8.03(lHs) # 8.05 
2D (lH.d.J-8.0Hz) . 8.1 1 (lH.d. J-8. 
Ofe) 

[0069] (XttfllO) 

1 - < 3-T$ /TntriP) - i w-a ***r xa r 
- c 1 *y ij >-4 -r 5 v^rf r ^7 ? 
1 - ( 3-rsyme^) -4 -^dd- i H-*f 5 

ry[4,5-c]^»jyi4i|(0.0536»l) 

frwraiiiiijtifcAfu ^^/^Sii&wwmi 

*T>*-T3«lfr;|B£. 1 5 0X^aflStTlWW? 

Lfc. ras«fr«ETWit. a*t:i N-*wtt^ 

30 U^-Mc»»0.3^frjB^t«iJ*fr»-KLX. 1- 

( 3 -T5 y:mww - 1 h— f srr [ 4 . 5 - 

c] *y»J>—4-T$V8.* (0.0 3 3 l—ol) fr 

[0070] (jotmi) 

1- [3- (tert-rh^^/u^x^r^y) roir 

40 /H -4-^DO-lHM$f/[4,5-c]^fy 
UV3 0«z (0.083 l—ol) tZ^iSjUTSyiml 
frjD*. 1 5 0T^CWSLT3l«aHWFLfe. tffffj* 
ft^V^TS^frWiU lN-«atfc*m*fr* 
i«fc^^UVT2B*»Ln:. ?^frft*ift|fc*X 
^hy^*WTCBfe*t. Wi(NaiSO«)«. it 
ffTiHKfrfKcL*:. SttyW^W^ovh 

— CftU ?oo*/WA->*y— 1K1 5 
0: lv/v)*a«*HC.fc9. 4-*0^*T$y-l 
- [3 - < tert - 7> * Sofr/l^xrt/r 5 V ) roe 
5D ~1H— f [4.5-c] ^yyv3 5« 
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(0.081 IhoI) «ree»*(iiip: 171-17 
2. 5-C) t LTfcft. ;wtwHHtWf-?(ia 

[0071 ] IR (KB r) a« : 3330. 170 
0. 1 590. 1 540 

1 H-NMR (CDC I j) 8 (pp.) : J. 46 (9H. 
s) . 2.1 8 (2H.m) .3.25 (2H.m) . 4. 
57 (2H,t.J = 7.0fe) . 4.64 ( 1 H. b 
r) . 4.9 5 (2H. d. J = 5.2Hz) .6.05 
(IH.br) . 7.2 6-7.3 6 (4H.m) . 7.4 
7 <2H.d.J = 7.6Hz) . 7.51 (lH.t.J = 
7.6Hz). 7.82(lH.s). 7.92(2H.t.J 
-8.0Hz) 

[0072] ($1110112) 

!- (j-TgyroH^ -iH->f?r»rf 1|B 

4- ^»TSy-l- [3- (tert-n*y 
*;P#-yl,T;y ) rat*] - ih — f S^V[4. 

5- e]#/'Jv30ig(0.0695*il) £fl*3. 
Ifc3*WU *BHfc/t5S*>A-«* [20*] 0. 1 g 

tmt i BansaraLft. sjcat«iu«ETwi«- 

(6 : 3 : lv/v) ffittKht OSftftOMRB**. 

TA^yjssTtSftfcWRu l-o-rs/rne 

-lH-^5rv-[4.5-c]4pyy^-4-T 
5>7« (0.0 2 9 0«ol) tW«y&*t LT# 

^>tw)ftttttt t aoi«5ofl:^«t-itt 

ft. 

[0073] (XJtMl3) 

4 - f4 - ( t^rt- -r k » r vyf^,-K- tl-t a , } -r f ». 

~2— ynp-q- -Kp»y,) V ^ f ffi 

2.4-^DD-3-rhD^iJv0.72g (2. 
9 7-ol)&tfN- (tert-rK*^^-*) - 
1.4-y7i/r^0.56g (2.97ool) *h 
Ux-f-/WTS^12.l4». 7 0rfcJl8!|LT1.5l«a 

U *«. «S* (MgSO,)« v XETtitUZV&L 
ft. a»tn- \^-j;ifrt,i_. j . lv/ 

OTMItaP-hUWIL, 4-[4-(ter 

1 ~ ^> 4 a-* - /w = y > rf-^-rsy] -2- 
?°D-3-:irO*yy>o.97g (2.46«ol) 
**ft8*(mp : 1 2 5—1 2 6.51C) & LT» 

[0074] IR (KBr)cri : 3340. 328 
0. 1 680. 1 540. 1 520 
•H-NMR (CDC 1,) *(»■): 1.46 (9H 
s) . 1.63 (2H.m) . 1.78 (2H.m) . 3' 
19 (2H.q.J= 6 .4te) . 3.4 7 (2H.q.J = 
6- lite) . 4.68 (IH.br) . 6.41 (IH.b 50 



74 (1 
■8.4B 



20 



» 



40 
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D . 7.52 (IH.t. J-7.7B*). 7. 
H.t.J- 7.8Hz) . 7.91 (lH.d.J. 
z) . 8.1 1 (I H;d.J=8.4Hz) 
[0075] (SBt«14> 

3- 7^^-4- T4- (trrt-yK^^^-H ^ 

4- [4- (tert-^r^^iff^rsy) 

(1.27-91) *X^y-*i 3B i t}wru 
10 "f [IH • 2**flUl.0g (4.43wl) fciBil* 
HJSMBtLft. RIKB[J:2N-T>'^r*t2A«t 
^DO*^T2B»aiU. ft* (A**) . (N 
atSO,) ». «ETiS«{-«iLft. a**^yj*y 

Kx** ( 2 : lv/v) »ajH5H:J: 0BW»«-|W>. 
«i**«^X-f-*x-Tr*fh y f-jtt~- blT. 3 
-T5y-4- [4- (tert-rh^^A-#-^rS 

y) T^rsy] -2-?nD*yy>o.i2g 

(0.32 9-01 ) tffeiSAfc LT#ft. COt w> 

[0076J IR (KBr)cr' : 3270. 168 
0. 1540. 760 

•H-NMR (CDC It) It (pp.) : 1.44 (9H 
s>. 1.64(4H.m). 3.17 (2H.q.J=6. 
0Hz) . 3.27 (2H.t.J = 6.6Mz) . 3.89 
(IH.br) . 4.1 5 (2H.bs) . 4.59 (1 
H.br) . 7.47 (2H.m) . 7.77 (lH.d.J 
= 7. 6Hz), 7.89 (lH.d.J -7.2Hz) 

[0077] (mmis) 

I - T4- (tert-Tr^y^rtt^-rs j) 2± 

*-1 -4-»DD-lH-^ ^ /U , R . fH/ 

3-rsy-4- [4- (urt-r^^/^^r 
sy) r-f-yprsy] -2-?no=*yyvo.i4g 

( 0 . 3 8 4 no I ) h yx^*/H.**>_ h o. 3 
2zl (1. 92«ol) frjo*. lOOTCtrJKRLTHk 

«» Lft. acs^u£-«ffrja«L.. a»*^y*y 

^y-A- (1 5 0: 1-1 00: lv/v) WMWHCJ: 
0. 1 - [4- (Urt-Tb^isfinrX-frTz;) r 
fvwj -4-?OD- 1 H — f S y y [ 4 . 5 - c J 4f 
/,J>012 « <0.3 21-Dl) S: «« fe tt5fe(m 
p: 14 8-1 5 Or) fcLTWft. 

[0078)IR(KBr)cr«:1695, 1510 
'H-NMR (CDCh) * (pp.) : ll42 ( 9 H. 
s) . 1.62 (2H.m) . 2.06 (2H.m) . 3. 
21 (2H.q. J=6.4Hz) . 4.58 (1 H.b 
r) . 4.65 (2H.t.J=7.4Hz) . 7.66 (1 
H.t.J = 7.2Hz) . 7.72 (IH.t. J-7.6H 
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x) . 8.02 UH.s) . 8.13 (lH.d.J-8. 
4Rz) . 8.21 (lH.d. J-8.2H*) 
[0079] (SOM1.6)' 

i-(4-r?yy^)-i-»DD-m-<fgy 

V r4.5-cl*yij>*>** 

l- [4- (tert-yh^^iwj^rsy) r-f- 

AO -4-^nn-i H-- < 5^V [4.5-c] 
yj'O.lO* (0.267— ol) *WtX+U>bmUZ 
M»U h'j7^3totmo.2 lml (2.6 7— >1) * 

a***? nw#U:. Rj6a**ffTWiU mat 

tZ 1 N -*mfrr h V •> A*»8 2«lft Vft«*tJDi 
t7DD*rt,AT 5 Htt/fJ L . «Stl (NaiSOi) »* 
ffTWBLfc. BS*3*x**x-< rA- (SMtX-f-Uv 
»*ftfttr) Thy-f-jLU-htTl«iai*»TKL. 1 

- u-rsyy*-*) -4-^nn- iH— f srv 

[4.5-c]*yyv4 5w (0.1 64-ol ) 

(0080] 1R (KBr)cr' : 3400. 295 
0. 1670. 1 520. 1 360 
'H-NMR (CDCli) * (nm) : 1.51 (2H. 
m) . 1.96 (2H.m) . 2.66 (2H.t.J«7. 
2to) . 3.03 (2H.bs) . 4.53 (2H.t.J 
=7.4Hz) , 7.56 ( lH.t. J = 7.4fe) . 7.6 

0 (lH.t.J = 7.5fe) . 7.97 (lH.s) . 8. 
02 (lH.d.J = 6.4lb) . 8.04 (lH.d.J = 
6.41b) 

[0081) (rnmrnn) 

1- (4-TS/y»iH-lH-^sf>/f^. l 5- 

l- (4-rsyr-f-/w) -4-7DD- 1 h--< sr 

V[4.5-c]*yy>'4 0«»(0.146—>l) *W 

>*=T4«i»*i. 1 5 0Ta=aaiLTmawu 

1 n -*awt:+- v y omc*»o . 5mi tmtt:. mm 

ft*TOUc?y-A4»&jny,LT. 1- (4-TS 

yr**) -1H-- f srr[4.5-cl*yyv- 

4-7Syi4« (0.0548— ol) Jl 

(mp : 227-230. 5r (4**) ) fcl/C»fc. 

[00821 IR (KBr)o-i : 3340. 318 
0. 1650. 1 530. 1400 
'H-NMR (DMSO-de) 8 (p— ) : 1.30 (2 
H.br). 1.39 (2H.m). 1.89 (2H. 
m) . 2.55 (2H.t. J-6.8H*) . 4.59 (2 
H.t.J=7.0Hx) . 6.56 (2H.bs) . 7.26 

(lH.t.J=7.4Hx) . 7.44 (lH.t.J»7. 
7te) . 7.62 ( lH.d. J=8.0Hz) . 8.05 
(lH.d. J = 8.0te) . 8.19 (lH.s) 
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r0083J (99M18) 

4-^v^rsy-i- T4- UB^zZtiz&tk 

1- £4- (*ort-?h*i'ti/W=JbT*S) 7+ 
A'] -4-^DO-l H--fSf/[4.5-c] *y 

y>70«* (o. 187—di > coyA-rs>'2iit 

*i. 15 0XM=WRLT3WBH»fU5:. 
O^i^TS^tJ^U lNHUt&fMMc** 
10 i«K>f-W>X2BMteBLfc. «MHHWM« 

7-hy-7A*iBstTay>u «ai(Na«so.>«. x 

BET*B*«*Lfc. aaE&^y#*'A'*?.&?o-?h 
^97* — CtfL, 7 cmjtvUA -y ? y — A- ( i 5 

o : i»a> *ajs»cjt o» 4-^^rsy-i 

- [4- (tert-7>*>'j*A'i|f=A-T5y) y*-A0 
- 1 H-4" S**/ [4 . 5-c ] *y y V7 9« ( 0. 1 
77-ol) (mp : 1 51~1 5 3. 5"C) 

**. 

20 10084) 1R (KBr)eri : 3380. 331 
0. 2930. 1680. 1595. 1540. 124 
5. 1160 

'H-NMR (CDC Is) » (m) : 1.42 (9H. 
s) . 1.58 (2H.ni) . 2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 ( 2H. t . J = 7 .4Ht) . 
4.55 (lH.br) . 4.95 ( 2H. d. J = 5 . 6H 
*) . 6.03 (lH.t.J = 5.6Bz) . 7.23-7. 
36 (4H.m) . 7.47 ( 2H. d. J = 7. 6Bz) . 
7.51 (lH.t.J=7.8Hz) . 7.75 (1H. 
30 s) . 7.90 ( 2H,d. J=8.0Kz) 
[0085) (»tni9) 

!- S-T4-*.\ -lH-^g^/U.S- 

4-Oy*7S/- 1 - [4- (tert-7>*^#A< 

.-KXiwrsy) -1 H--fsrv [4.5- 

c] VJV67u(0.1 5 0— ol) **K5aII3* 
*U ★Kfly^^A-uaR [2 0X] 0.1 5 «* 
i0i2BHBM!aE8Lfc. KlSitnil. ttOTJB* 

fcVSLfeftSHttrS'y ?a?d"? 7 4 

40 -CffU ?nn*w-^^ J -A,- 3 2%flMt 
(6:3: 1 v/v) SffiS^i 0 BB*fte>mW*#. 
T^*y»lLTflB*t»TJtL. 1- (4-XSyy> 
A.) -1H-- rsrV[4.5-c]*yyv-4-T 
5 > 1 4« ( 0 . 0 5 4 8—1 ) tftftfiSKCfc LT» 
fc. CWtWflWtffli, *9tMl 7«Xfc*|»fc-«L 
fc. 

[0086] (SBt0«2O) 

1-T3- f f4- (tf?«aKK»n -1 -K^l 
50 r4.5-c1*y>J>-4-T3w>^ 
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a) ?oolH*0.] Og U.IhdI) Wi- (3 

-rsyme*) -iH-r S ^/ [4 .5-c]* 

yy>—4-TSV0.24g (ImI) *N.N-^.* 

****ATi K 3 1 - ( 3 

T5 / me/P) - 3 -ifA-^y^ s p . ggg 

(edci) o.29g (i.5«oi) tiniraari 

^OD*^->^y-/u (10: lv/v) T3EttUl 
Lfc. fflWrtWtTiWL. <EJt (NaiSOO 
ft. «ffT**£«£LT\ 1 - [3- [ (^oor-fe 

+tv) rs^] rotr/H -ih- < srvM.s- 

I0087]b) a)T»«lfcl- [3- £ <^ D 

U. 5-c ] *v -r s voBjbftfktx^ 

y—t-SmUzmmt. 4- (i?ys.=J\,*h*is) 
'^•UWO.Ug (0.4 7 2«oI>atflWMc 
yM >»M8mg (0.566moI) £3n£. 7^ 

CffU ^DQ*/PA-j«^y-^ (3 0 : 1— 20 : 
lv/v)}RfJB^felJtO. 1- [3- [ [4- (i^7x 

Dtoi/) -1H- [4.5-c3^yy>—4 
rn^ 2 0 " g(0 0364 - Dl) ***fe#**fc 

& • 

f0088] IR (KBr)cr' : 33 20. 165 
0. 1 525. 1070. 700 
•H-NMR(CDCI,) * („,.) : j.yo (2H 
•n) . 1.86 (2H.m) . 2.19 (2H,m) . 2. 
27 (2H.t.J=10.4te) . 2.74 (2H. 
">> . 2.98 (2H.s) . 3.39 (2H.q. J = 6 . 
5te) . 3.45 (lH.m) . 4.54 (2H.t.J = 
7.0Hz) . 5.49 (lH.s) . 5.60 (2H.b 
s) . 7.21-7.36 (lOH.m) . 7.38 (1 

H.t.J = 7 .2Hz). 7.51 (lH.t.J-7.7H 

*>. 7-82(lH.d.J = 8.2lb). 7.89(1 

H.s) . 7.90 ( 1 H.d. J = 8.0lte) 
100891 (WW121) 

1 ~ f 3- <T* >iR,T § / \ -^tf^l - ] h- v a 

r4 ,s-ci j ESnZES * 

-c]*/y^- 4 -7S^0.24g(l B9 |) *N 
N-i,V^*^TSK3 0-ltaWIU T?'J*« 

ISfi ( 1 • 1 - 0 ' ) 1 ~ ( 3 -****r s 

DOW) - 3 -Xf-A-^/V.-fC^ = h . ^jg q 2 9 
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( 1 0 : 1 v/v) T4HttmU:. ***** 
<S*Tft*U <£* (Nat SO*) (fc, MSTlMtCrV 

ffU ^DD*rt-A->^y- fl, (8 : lv/v) ttaai 

rh»j^u-hLr»»BU i-f3-<r*y*r 

Sy)ro^] - ih— f5rvt4.5-c]#y 
'JV-4-rS>0.14g (0.474»1) SrMffe 
»* (m P : 1 7 3-1 7 5«C) fcLT#fc. 
10 <W«Wf-^llttT<r)15T*i. 

100901 IR(KBr)cr':3330. 320 
0. 1 630. 1 525 

•H-NMR (CDC I,) * (pp.) : 2 .25 (2H 
m) . 3.47 (2H.q.J=6.5fe) . 4.61 (2 
H.t.J = 7.0Hz) . 5.47(2H.bs), 5.7 
(lH.br). 5.71 (lH.d. J=lo.4te) . 
6.09 (lH.dd.J=16.8. 10.4Hz). 6.3 

2 (lH.d.J=16.8te) . 7.33(lH.t.J~ 
7.6Hz) . 7.53 (lH.t.J = 7.8Hz) . 7.83 

» (lH.d.J = 8.4Hz) . 7.92 (lH.s) . 7.9 

3 ( lH.d. J = 8.2Hz) 
[0091] (9BIM22) 

1- T3- r f4- ( - 1 
gyTP/t/4 jH 7? y] - T h-^ a 

r 4 . 5 - c 1 * y it v- 4 --r a v^tf 
1- [3- (T^U/PTSy) 7DK*J -1H-- fS 
^Vt4.5-c] ^yyy-4-TS^O.l 2g 
(0.4 0 6md1) n>l Omltzmmt, 4- 

(y'Txi^hts/) e^iii^'v . aanao. 1 3 K 
( 0 . 4 2 7»oi ) avsawc*^ M) ^ 3 8^ ( 0 . 

4 4 7 -ol ) . 1 fcfcSKSU:. 

0 : 1 v/v) *aj*»t.t 0 BW****,. ***£<» 

x— r/vch 'Jf-iU— )• LTJTZL. l-[3- 
£ t4- i'J7x=J^jth^) -i_e^ys^>yn 

7i/]7De*] -1H-- f 5^V[4, 
5-c] *SV>-4-T$>75m (0. 1 3 3«, 
') *"8tttfMB* (dp : 1 78~1 8 2X2) tLXft 

10092] IR(KBr)cr':3330, 320 
0. 1640. 1530. 1080. 700 
•H-NMR (CDCI») * (pp.) : i. 61 (2H. 
m) . 1.84 (2H.m) .2.13 (2H.m) . 2. 
20 (2H.ni) . 2.38 (2H.t. J«6.0Hz) . 
2.54 (2H.t.J=6.0Hz) . 2.74 (2H. 
m) . 5.48 (1 H.s) . 7.21-7.54 (1 1 
H.m) . 7.51 (lH,t.J = 7.7fe) . 7.83 
(lH.d.J=8.4Hz) . 7.91 (IH..). 7.9 
4 (lH.d.J=8.4Hz) . 8.68 (lH.br) 
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t«! 1 P9-208584 



23 

[0093] (SOIM23) 

i- - ih-< f srvu.5- 

c]*-/»y-4-T«y0.2 6* ( IhdI ) £N.N 
-^^n^^ATSF3 0«JiO»L. T^UA«7 
5 ill (1.1«d1> &tfl- (3-So*^T5/Tn 
e;P) — 3 -x-f-zl^/wtfj^ 5 H -fiiaS0.2 9g 

**** ^ODJt?^tlB?^DDt^A->f 

( 1 0 : 1 v/v) T4S»aiL^. 
*T«fc*U tell (NaiSOO ft. *ET»*t*S* 

U ^D03j?yPA->^y— (10: 1—8 : 1 v/ 
v)*£BWK:J:»K l - [4- (T*U*T$y) r 
-1H--C s^/[4.5-c] *yy>—4- 

Tav90mg (0. 29 1 ramo 1 ) *8Wfe©3fc 
(mp : 176-178r) fcl/C»fc. 

[0094] IR (KB r ) car 1 : 3320, 320 
0. 1 640. 1 530 

>H-NMR (CDC Is) * (prm) : 1.6 5 (211. 
m) . 2.04 (2H.n) . 3.40 (2H.q.J = 6. 
7fe) , 4.58 (2H,t, J=*7.2Hz) . 5.50 

(2H.br). 5.52(lH.br). 5.65(1 
H.d. J = 10.2Hr).6.0 3 ( 1 H,dd,J = 16. 
8. 10.4Hz). 6.27 ( lH.d. J 1 7. OH 
z) . 7.33 (lH.t.J=7.6te) . 7.53 (1 
H.t.J = 7.7fe) t 7.8 3 (IH.s) . 7.83 

(lH.d.J = 8.6Bz) . 7.93 (1 H.d. J = 8. 
4Hz) 

[0095] (XtH24) 

1- T4- T T4- (W^^iVXh*^) -1-tf^ 

1- £4- {T7VA>T$S) 7+n>} -1HH $^ 
V [4.5-c] ^/»J>'-4-7Sy8 5sg<0.2 7 
5—1 ) *X*y-*7slfc:»KU 4 - (y7xZ/l, 

tr^^>-«|MI88i|(0.288no 
I) &t«at**^hy^2 5«* (0.302«ol) * 
mi.. lMMHWLfc. LTI**. *»» 

hLTWRU 1- [4- [ [4- (y7il 

/kxh**o -l-e^ij^T-oyty-r/u] rsyj 

-1H-4 [4.5-c] 
-T S >4 8n ( 0 . 0 8 3 2-ol ) ( m 

p : 174-1 7 6-C) LTfltt:. C<0t>O«>*Hfc* 



24 

[0096] IR (KBr)cr 1 : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

1 H-NMB (CDCli) * (pp.) .1.4 8-1.6 
3(4H.m). 1.77 (2H.m). 2.01 (4H. 
■ ) . 2.30 (2H. t. J«6.0Hz) . 2.44 (2 
H.t. J«6.0lfe) .2.63 (2H.m) . 3.28 
(2H.q. J=6.5Hz) . 3.37 (lH.m) , 4.5 
6 (2H. t. J=7.2fe) . 5.42(2H,bs). 
10 5.47 (IH.s) . 7.21-7.35 ( 1 1 H. 
m) , 7.5 1 ( 1H. t,J=7.7fe) . 7.81 (1 
H.s). 7.82 ( 1 H.d. J = 8.0Hz) . 7.92 
( lH.d. J«8.0fe) . 8.58(lH t br> 
[0097] (XK0125) 

i - T3- r u- r (4^pp7x^) 7t^i 
l- [3- (r^D/pr^y) rotf/pj -ihhs 

20 ^/[4.5-c]^yi)V-4-T$^5O«g(0.1 
6 9«ol) *X*/-/l-5.1MMKU 4- [ (4-? 
DD7x-/P) 7i-^ h^r^] tr^Ui^^ ttMW 
6 0« (0. 1 7 8-oI) RVaXt*&+hVVJ* 1 6a 

g (o.i 86-od ***TiaioaawL*:. 

(4 0 : lv/v) jraS4H=£9SMM**tf>. *«» 
4ttl-f^thytaP-MtTOL, l-[3- 
t [4- [ (4-;aD7xZ^) 7x-;Mh^y] 

30 -l-tf^ys/s/ro/ty^ji,] r$y] ro^] - 

1 H-- f [4.5-c] *tS9>-4-TS>4 

0«g (0.06 6 9— ol) (mp : 17 0— 

i 7 2. sx:) t LTft*:. :^twMWf-^ 

[0098] lR(KBr)cs>:3320. 320 
0. 2940. 1640. 1530. 1080 
•H-NMR (CDC I 3 ) a (ppa) : 1.59 (2H. 
m) . 1 .81 (2H.m) . 2. 1 3 (2H.m) . 2. 
20 (2H.m) . 2.3 7 ( 2 H. t , J «6 . 0Hz) . 
40 2.54 (2H. t. J-5.8Hz) . 2.72 (2H. 
m) . 3.37 (2H.q.J=6.4Hz) . 3.40 (1 
H.m) . 4.5 9 (2H, t. J = 7.0fe) .5.43 
(IH.s) , 5.45 (2H.bs) . 7.23-7.3 
4 ( 1 OH.m) . 7.5 1 ( 1 H . i . J = 7 . 6Bz) . 
7.83 (lH.d.J=8.4Hz) . 7.91 (1H. 
s) . 7.94 ( lH.d. J~8.4Hz) . 8.59 (1 
H.br) 

[0099] (36*0126) 
1- T3- f4^opi^y^7vy) -m*? 

» *1 HHM$r>/ r4.5-c1*y»JV-4-T 
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1 - O-TSyyoe*) -ih-> f S*V [4.5 
-c] *>'y>'-4-TSV0.24K (l-ol) *N. 
N-i^f-vM^ATS K3 0al(2KSL. 4-?no 
BK0.1 111 Cl.lMl) JUTl - (3-S»y*T 
5 STrHZH.) - 3 -xf-rt,#/utfi;>f § ft . ££g 
0. 2 9 g ( 1.5«ol ) tiDiSjBr 1*«?U:. R 

U (Hi ( Na* SO# ) «L METS 
h LTtfTKU 1 - T3- 

sy) roe*] -ih— f sry[4.5-c] *y 

'JV- 4 -T = >30«g (0.0867aol) friJSSfe 

[0100J IR(KBr)cr':3330, 320 
0. 1650. 1 530 

'H-NMR (DMSO-di) 8 (pp.) : 1.91-2. 

04 (4H.m) . 2.26 ( 2H. t. J =7.4te) . 
312 (2H,q.J-6.2«r) . 3.64 (2H.t. 
J =6. 61b) .4.59 (2H.t . J = 6.8te) . 6. 

5 8 (2H.br) . 7.26 ( 1 H. t,J = 7.4H 
*> . 7.45 (lH.t.J-7.8te) . 7.62 (1 
H.d.J=8.0lb) . 8.03 (lH.d. J = 7.6H 
z) . 8.0 5 (lH.br) . 8.20 (lH.s) 

I0101J (»tW27) 
1 ~ T3- f (4- iV->^-)\,X -1 



(14) 



26 



1WW l 9-2 08 584 



10 



1 9 (2H.m> . 2.29 (2H.t. J-7.0te) 
2.34 (2H. t.J-6.4Hz) . 2.69 (2H. 
m) . 3.3 5 (2H.q.J=6.5«b) . 3.40 (1 
H.m) . 4.58 (2H.t.J = 7.0lb) . 5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (1 lH.ro) .7.51 (lH.t.J»7.7te) . 
7.82 (1 H. t. J -8. 41b) . 7.92 ( 1 H. 
s) . 7.93 (lH.d.J=8.2te) 
I0103J (JStfl28) 

1- T3- (5-»pp*U»cv* M/bTg j) Tnt^ 



20 



yy>ry/>f^i yg ;-\ m^i -1 H -.f * + 
1- [3- (4-^00^7^*75/) me 

A-] -1H-- fSrV[4.5-c;I*/■lv-4-T 
5V25-(0.0722-ol) . 4- (^1^ 
WJify - 4Unfe4 4ag (0.J 44— oi) 
ai/BaWy>A4 0w (0.289— ol) tN.N-if 
•Xf-A'JivWAT'S K3»l«rr. 1 0 0"C(CJSRLT8I!> 
raWTU/o. SJ5St:*$-ADi. ^od^-c2BM 
JBU tt* (Na,SO,) «. *ffT*«*SajL.fc. 

D*A-^-y ^y— A- ( 1 5 0 : 1 ~7 0 : 1 v/v) » 

f-aP-hLT. 1- [3- [ [4- (^7x^1. 

*$") -l-efj^r^y-fypjrs/jTDe 

"'J -1H- fS^V[4.5-c] +yy>-4- 7 
$>1 5- (0. 0260-oD «-aft»3fe(m P : 1 
5 8-1 6 2.5-C) fc LTWrt. iOfc^wirJBW 

10102] IR (KBr)a 1 : 3200, 164 
0. 1 530, 1 070, 700 
'H-NMR (CDC1.) * (pp.) : 1.6 2 (2H. 
">> . 1.7 7 (4 H.m) . 2. 1 0 (2H.ro) . 2. 



30 



40 



50 



1- (3-TS/yofcfJl,) -1H-- f S^V[4.5 
-e]*/'JJ/-4-7SV0.32g (1.33»1) 
5rN,N-^f-/i^/t,^ TS K4 0.]fe:SSSU 5- 
?nnS*H0. 1 5.1 ( 1 .4 6-0I ) &tfi - (3- 
i;x+nsT$.s-raK,\,) -3-if^#^SH 
• «mbo. 3 8 g ( 1 . 9 9— di ) *jni*ar 1 mm 

BB*A,A-jtfs-A, ( 1 0 : lv/v) T2ammv 

fc. ««»«wwcra»u«ai(Natso4)*. 

htT«KU 1- [3- (5-?nna^^y^* 
T = y) Tof/W] -lH--f 5^V[4, 5-c J + 
y.jV-4-TS>'0.16g (0.445— ol) 

I0104J IR (KBr)cr' :34 70, 329 
0. 1650. 1525. 1395 
'H-NMR (DMSO-d.) 8 (pp.) : 1.62 (2 
H.m) . 1.70 (2H.ro) . 2.00 (2H,t.J = 
7.01b) .2.12 ( 2 H, t , J =7. 4te) .3.12 
(2H.q.J = 6.3Hz) . 3.62 (2H.t.J = 6. 
21b) . 4.5 9 (2H.t.J = 6.9lb) . 6.6 1 
(2H.bs). 7.26 (lH.t. J = 7.6lta) , 7. 
4 5 (lH.t.J = 7.8Hz) . 7.6 3 (lH.d.J = 
8.41b) . 7.98 (lH.br) . 8.04 (lH.d. 
J=8.2lb) . 8.21 (lH.s) 
[0105J (WtH29) 
1 - f 3- f T4 - f^ xx/iotn^) - 1 

Af frl 7»g yi rn^i 
rY f4.5-cl»y.iv- 4 -yg ><y>A<i p 
1 - [3- (5-?dd;K^/^7S/) roe 
-1H-4 srV [4.5-c] f/yy-4-7 
SV50«(0. 1 39-oD . 4- (y7i;;Wh 
^y^> *KMB4 2M(0.13 9-ol)Jk 
tf«aW!)">A58n (0.4 1 7-1) ^N.N-s;> 
f/l-^AT; F3.l4rc. 1 0 0XX.im.VX.imi 
imLiZ. LTUiS. jW«-l|ffT«*L 



10 



(15) 

27 

?na*A,J>-X?S-n, ( 1 00 : 1 — 70 : 1 v/ 

v) mmm»tzx*)BBmi**>* **w*f*x-7^ 

ThlifaU-h LTWRL, 1 - [ 3- [ [4 - 

ay] ro^] -ih-4 srv [4.5-c]*/ 

U V-4-TiV2 0«g (0.0 3 38»l) tfifett 
* (mp : 1 52-1 54*0 t LTfJfc. £Ofc*>*> 

[0106] 1 R (KBr)ca-i : 33 30, 320 
0, 2940, 1 640, 1530. 1070. 700 
1 H-NMR (CDC I 3) * (pp.) : 1.50 (2H. 
m) . 1.64 (2H.b),1.69 (2H.m> . 1.84 

(2H,m) , 2.08 (2H,m) . 2.19 (2H. 
m) . 2-2 0 <2H, t, J = 7.4fe) . 2.30 (2 
H.t. J=7.2Hz) . 2.70 (2H,m), 3.36 

<2H.q. J=6.5Rz) .3.41 (lH.ro) .4.5 
7 <2H.t.J = 7.0lte) . 5.45(2H.bs). 
5.49 (lH.s) . 5.94 (lH.t.J = 5.8B 
z) . 7.21-7.37 (1 lH.m) . 7.52 (1H, 
t.J = 7.7te) . 7.83 (lH.d. J~8.4Hz) . 
7.90 (lH.s) . 7.92 ( 1 H, d. J = 8.4ttz) 

[0107] (HWI30) 

1 - T3- (fr-^p^tT^fl^r^) yotr 

1- (3-T^7QW 5rV[4.5 
-c] ^yjy-4-T^y0.24g < l—ol) *N, 
N-5^*^/PAT$F3 0rtfc»*U 6-?o* 
^TO>H0.2 1« (l.lwl)Wl- (3 -So* 

^r*y7-otr/p) -3-x^^^-r $ f •« 

IW0.29« (1.5mdI) efti, MaTlWWfL 

^. aeat:«a?*c^jtoiiwx-f-/PT 2 ©f&u l . is 

* (NaiSOi) *ffT»«r«*Lfc. «**x 
*>fc*T h h LTWRU l - [3 
- ( 6 -ro**v*«*v 4 4,7*$ y ) roe/H -1 h 

— < [4, 5-c J ^y , J>-4-T5>'50«g 

(0.12 O-ol ) *Refe»5fcfc LT»fc. wOt^) 

[0108] IR (KBr) cr» : 3330. 320 
0. 1 540. 1 540. 1 395 
1 H-NMR (DMSO-de) * (*») : 1.36 (2 
H.m) , 1.5 2 (2H f m) , 1.7 0 (2H,m) . 
2.00 (2H.m). 2. 1 0 (2H,t. J = 7.0H 
z) . 3. 1 1 (2 H.m) .3.60 (2H, t, J = 6. * 
44WHC&* 

yA^vty^w-h (sp-20) 
5 'Uf^vrnt:^ ( i pm) 



30 



40 
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*8fe) . 4.59 (2H. t.J«7.0fe) . 6.56 
(2H.bs) . 7.25 (lH.t,J-7.4to) . 7. 
44 (IH.t. J=7.4Hz) .7.62 (lH,d.J« 
7.8Hz) . 7.9 5 (lH.br) , 8.03 (lH.d, 
J=7.4Hz) . 8.20 OH,s) 
[0109] (1910131) 

l- T3- r U- Ui2s^ Jk2Lkikl zJj=£3 
Wy*.*+JAM r$y l t d^i - i u-a § 
^/f4.5-c1»y»jy-4 -7$xo^ 
l- [3- ( 6 -m^^y-f /pt5 y ) me 

*] -1H-4 S^V [4.5-c] ^yy^-4-T 
5V4 5«g (0. 108-oD % 4- (y'7i-/M h 
*$✓) ^»jy> • «MB6 5«g ( 0. 2 1 5hd1 ) & 
t*#att*y*A59«g(0.430«Dl) tN.N-^ 
f/W?^75 K3al4>. 1 0 0rt£ta*LT8ffflKI 

RJ6«C*tiDi^oo*^T2S*ajL. 
•Of (NaiSOi)tt. *ET***tf*Lfc. «** 

A-^^y-^(150: 1—70: lv/v) jffflM^ 

-hl/taOXU l«[3-[[4-(i/'7x^> 

/U] -1H- f [4.5-c] *Vyv-4-T 

^2 8ti (0. 0462-oD ***fe»3fc (mp : 

1 5 1-1 5 sx:) t Lxntz. COt^MWf 

[0110] IR (KBr)cr 1 : 3330. 294 
0. 1630. 1540. 1070. 700 
'H-NMR (CDCIs) 6 (pp.) : 1.3 1 (2H. 
m). 1.48 (2H,m) ,1.63 (2 H.m) , 1. 
70 (2H,m) , 1.86 (2H,m) , 2.07 (2 
H.m) . 2.17 (2H,t, J = 7.6Hz) , 2.20 
(2H.m). 2.27 (2H.t. J = 7.6Bz) . 2.7 
1 (2H.m) . 3.37 ( 2H. q. J = 6. 5Hx) . 3. 
42 (lH.m) , 4.57 ( 2H, t. J -6.8ttz) . 
5.45(2H,bs), 5.50(lH,s), 5.62 
( 1 H,t, J=6. 0Hz) , 7.21-7.37 (1 1 H. 
m) . 7.5 3 ( 1 H, t. J =7. 71b) . 7.8 3 (1 
H,d.J = 8.4Rz) . 7.90 (lH.s) , 7.93 
( lH.d. J = 8.2Hz) 
[0111] (XttH32) 



0.2s 
2.0s 
0.4s 
7.4s 
10.0s 

[01 1 2] 8OX^CjaftU^y^t^vq&y^U-«50«h (SP-20) 2sfc*«Hfc^0.2s**£M 
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M) 0.4 g Stem* ( 8 01C) LT 

[oi 1 3] (tmmi) 

2X4S**K««<0fm 

8 OlCCJaiLfc^ V**r U gfc*BHM*4 9 
888 1 5CaEHO*irC^U^ S**FO. 5g 

ttatmmmiti. zntz. xmmm (8or> lt 

(0114) (JH8H2) 

0. 1 2X'Jvfnyvtf (i^TOB) ***>i 
[01 1 5) (*3t«33) 

#*3 0 0-6 0 0g<0«t. Hart I eyjR*A^ 

(«A* : yx^ij_) feftfflUfc. WtfirSsttT. 
Ish,i ^ (Haunyu-Schwedebcrg's Anil. Phanaco 
1.. 332.219-223.1986) KJ; D«*$*l*::&S£*-*3S 

fc*9*v>fcft. •Mm»t*-,T*2-3«tf5«Hn W 

fc. «*<43 7X:tCiDaL^flaW (Knte bicarbonat 
e»:NaCl 118.1*. CaCI, 2.5*. K 
H»PO, 1.2«M. KCI4.6* MgSO. 1.0 
■H. NaHCOj 2 5*. glucose H.l*. p 



(16) 



30 



«22. 24. 27. 2 9SP3]aftHM*i;7x> 
f 0 1 19 3 

[«ii) 



10 



1 *»<t*% 


(ic..) 




>10-*M 




1.5*10- f ll 


XM2 2 


3. 4xi 0- f M 


WMI24 


4.0xiO*'M 


XHI2 7 




xm2 9 


3.4x1 0' T M 


XM31 


2.2xiO-'M 1 



[0120] (SOt«34> 



H : 7.6 5) fcjftfcUfcl Oalv^x^fS+t^BS 

u 95x01. 5xco*«a^xt-iiaiL^. 

VXfi-f- (NEC San-el.Type 451 96A) *t/£ 
ff*rV7-(NEC San-ei.type 1236) **LT4 >- 

(RIKADEMKI B-50) ±CE»Lfe 
[0116) »*U 1 incubation LT*»4, t** 

( i o-» M ) *a4LT«aBra&H»fc. 

fc. ****** 2 03HlM«u tt*ft:**g*ff 

[oii 7) fcx*$vz*i«Bii±**«*fc. ^ s 

*tKi--rm*-iH--f $5"/r4 5- 

&m <DMSO05V^XSf»4rc<0«»aflBi0 
IX) L/^. 

[0118) (2) MM 



(Dttttftfe 
MWi49IN0Ba 1 b/c?W (ft) fB*?I/7 
» <*)*9MAXlfflBwll«Wias^^ 

[0121) or-tZMmnmm 

0 . 9XWfr>- h •> *A*»*2 OalC*»- 1 9 *> *.? 
— (B^taptagoidespteronyasinus : International B 
jologicals,lnc.;Lot.tb.l4679) 1 gfc*B0U 30.1 
*>**iA*-4X;tf„f.fc*U *»T. 4 0 00-4 5 

oorp.r*^>;^xu«: (Wmtft**^^x 

7-fXL*:) . **i^>fXUiS**5 0.l*)aa?Br 
30 <C»U Sa-C3 5 0 0n»T5«iaatfTVn ±»* 
3*»»ifc«e»L*: (»»A) . ^<Ojffft2Hai03B 
-TCfcCioT. SSB. *»C**fc. MR* (RO 
*) T-H)-ft^L7ta»rR lEXMXm : Seaalcss C 
ellulose Tubiimx) C. *»A. B. C**fVWU*A 

U 4Trco.9saafl:^hi J »^A*i8}Rc*tLT— 

*. a«*fr-»fc. iSl«*T«, *»A. B, CO^V 
«?flt^>'/^gl+, h (Protein assay Bengal 
tBCAKit:PIEROI.Inc.) TMSLL. 5 0 

Oug/mltryfyKrm&tzitmtz 0.9X*fl:* 

1 s.Ko.ifyroeu^A-T'tci o«ifo»ttL. 

^-CW»«t L^-. Zcrmmi«m*r±Z—80X^ 

[0122] o»PAr/se 

os-«fmat l/l-. Sfm?^i??- (f-A^eit 
«) ^^iMKoftTkrc^ojBataooMitt 

*^>7BfcStHia»^t-«To^. 
» [0 123)«BU«ia»f.2l H< i te . 0.9XWI: 



(17) 



3 1 

•fb'J ^*»»T2 OO^i/il^w^lKCini 

(0124) »ft Jt0^^#WMMKOttK 
SB4 8*E»fc:H«RE3fc: J: DWxim&Lttmf) 

IZ&JKirVmtfz. fSVLLfi&mttl OXtfttsH^V 

wan (4 0 0©) r. i«D^ic«s/iOo«w»s- 
tmtK. wan (mutiny ex&nmwmTnx. 

[0 1 25] JHM*<X) = ( («*tt*S*0&IHtft 

K) IxiOO 

[0126] Ct&JftftKfecDJO! 

[01 27) 

dressing technique* 
S2 



WW9-2085 4 



32 



10 



* (ODT) ) 

^l?a-5--Cti3c«H*<c. S5ettuaseS#*«f»-C«fc 
Xt-<r)l!«i«ll7 T (Johnson S Johnson MEDICAL IN 

C:l7X3fy) TflffigLfc. «mmi««oAtit 
*Lfc. ft«tt-«ESfe950«fcL» 
-MiBTVJ: 3CS8BB J: •) 3 BISfiig Lit. 
[01 28ISSKB-SSB (£&£!*> -3KSEB 

(*3S> 
[0129] (2)«i« 

2%4S*«t<«». JWtWfc***>2%*#. 0.1 

[0130] 
[*2] 



ft4M 




HM3ft€fl/ca) 








133*9.33 










stm* 




5118*12196 






164.0* 3122 


7a 37 


XM2 20ftM(2NM) 


237.S± 5176 


54.29 


0.12XW«K^r/>t^ 




281. 6± 80.64 


49.67 



[0131] 



* *[*3] 



Mm 



mi 



iiKi(l/a: 



1109*100 



(OOBt) 



371. 42* 71.02 



«MI2 2<DJt»9l <2ttttW) | 5 121 7-40* 99.51 



61.90* 11.94 



*ttft2 7Qft*« (2XW) 1 5 123160* 97 11 



«Mt2 9Qft^9| (2XM) 1 5 136 2.00*97.71 
*ttg31«Ht#j| (2Xfti) 



4L46 



9136 



36.56 



2.53 



5199 



[0132] (SUIW35) 

(i) tmxm 



■ - J 15178*131.31 " „ 
*MMi4a»OBa I (If) *B*?UT 



(18) 



33 

ioi 33ja«ttatASB 

-.4 3(8). P1099.1994) . -ftth*,. n&TA,? 
5>*(WA) 1 UKbMgHtTlH-^&yji' (ilia) 4 

fc. Sfitt2eiB**flU 0B«CX-xiM(»TK:5 

««ova (2 0/ii) *Bfc«rtititL.«:. secum 

Ttt. ffi»«»»tl)»<fc«>OVA<0«i>»)C4a*B 

roi 34j©2«tt*#«Rfc*>«e 

[01 3 5] OiM4«£ 

(CMC) lUESL. SB24«iaftfc2«nffC£a 

%cMc<D**«*ut. -eLTttToswoww (it 
(oi 36] jw* (%> = < (ovA»sa»a^» 

^^>**-*A«8«B»4««W0J!») /OVA 



10 



20 



34 
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**) » XI 00 
[0137] (2)»* 

«4t^rrTaO. «t«2 20Mt£*ii3 2«/k*<oil 

tPUttft* S** Hi 0 <>&<*»9U:. 

[01 38] 

[*4] 

*4 



m+mm 








Jim 


«a 


4 S K 


teAt ii 


4 


0 


16.4 


XM2 2 


teAs ii 


4 


91.8 


.100.0 




5 


2 8.6 


'41.4 




l«e/k* pc 


4 


23.8 


64.4j 



[0139] 



(72)»b# mm ** 

?«f/IIMfi«±»4^W#y'ai500W6 
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Title coinpds. I (X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-[3-(acx^lamino)propyl]-lH-imida2o[4,5-c]quinoline-4-amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl, and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m = 2 ,. n = 3), which in vitro inhibited 
histamine-mduced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 
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